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(I) 



(IIMK93I T]»II'CjR$il«^<raHc. 
Hk2} 

X'— <CH,)B-a»«- (apn— ^ 



(n) 



Hftf:. nU2«»^ 1 2«4nt^^. 



(D' ) 



30 



Ht41 




(m) 



(^51 



40 



av) 



(V) 



2T<V-tf>«±/Nor>'. =^fo*iV4±>h^S^ 

1 -8T»<Wi**LTI. J:»^T*'3*s'*iHI«=yi' 
X. K«»l— 8-C»<Wi**LT<.J:vw^orn'3* 

«. nU2:6»^ 1 20aft£^^. 



(VI) 



50 



^l>l<. R]»(;Mt<Ofc». R'tt. AHRftl-^STiHt 

ft 1 ~8r*<Wlit* L-C t> J: v>rA'3*s'*iWstIiH' 
S. K«»l~8T»«««^WUXtJ:VV\oT/P3* 

R, R'«<-oft:^r-»T'Noyv. r.ha«»v^j(h 



(3) 



BlfN-CCI^D— m 

oic - 

ft 1 -8r4Hlt««r*LT (> V^Trt^a :^S^;^n^.1f^ 
K«ftl-8r4MWit*LTfcJtlVNOTA^=i:^ 

RR"N-(ayn— P« 0 
[0001 J 



[0002] 

Se. rUrt^V (r= • AM) KfiRtt. PUVA 
«l>«>rtt^<, WlC^-f^o^ KfHOHtt. QMIttA 

v^«qygDtistcj:£A»03M • ^uaam • ma. • 

27 [nm>le 16] 597-602. 1 995. fNm 
^f>. aUftftfi. 2 7 [anpple 16] 603-60 9. 
1995). rur-ttSUIftMKSilV^rtt. Th 1 
^rt-WmtTh 2'sA//«-«BA»^9VX0yflMr 
-r»i9^Th2«0UH2o«ait:»r). Th 2aB«»^ 

nijt^-yxtf^i,, flioT. Th 2an!tfrmrr« 
«(. dsn;. !Miram£iiiojaT8i£T»«i»jiuq»^ 
[0003] Hsc. h<r>fti*c^SK»tt 

^-r« ttt4<ttfc 4 -^SmatttObtt "Sr? 2 4-^4 

8 HHU < ^ttweaawfec* . tm^tmasoB, 

ate phaae feKtion of the type I al ler«yTJS 9 . T 
h 2'SA'M-IIB • tfKeM(ai<gU>->Ti>&£:»;t.^ 

Mx^tztc->i& (msam, mmtK. 27(5). 

564-574, 1 9 95) . COJrdt. rur-tt 
[0004] 4clEn0>fl:«1lil:««tnHi:««M( 



(4) 



1W!y9-208584 



«^«^t«r->rv>*. mta, i -mm- 1 h— f 

55V [4. 5-cJ*yu>'-4-rS>«tLT 

fiO-f /i-xjwc*« 1 — f vy^nr- 1 H— f 

V[4. 5-c] '^f>'y>-4-T$y ('TS+tK) 
*ttftt LTVKr>3WD4<i.TV»* (KMNMIl 4 5 
340#. jK»tl»l4 68 9 3 38^. «!Bmt«4 
6983489. *aH$IWB4 9 2 96 249. RM» 
im3856309. *OI«WII534 6 90 59 

imm^S - 2 6 4 5 6 29CRiq;$ilTV^««t. jEFK 
[0005] * 



10 



* inmmikLjiik-rhwm} ti'>x*fmi, +» 

[0006] 

10007] 
I«10] 




o- 



(I) 



30 



[0008]3«l4i. Xfcttcaw^jtJtJi/NoyV'Jt^ 
10009] (2) JJB(l>«E««rSFiiai«ct 

rooioj (3)-iie«ii'Ciii$^««i<9r5K» 

(001 1] 

1] 



(n) 



I00 121s«114>, X ttMoyvK^»«i>L, m 
J41*»fe9i>««fc. ntt2*»^l 2<0H(l%ip^. 
100131 {4)-nWirT35»tl63Cl«T5K» 

(00141 

(fl:i2] 

H,C=CHO0NH-(CH,)a— N-^ 



« [0017] 



[ftl3] 



(m) 




(OOlSJ^in*. nl42*»4l2<r«ftt*^. 

(00191 ( 6 ) TSAtyvm^MAwr^ m 

[0020] 
(ftl4) 



iyi-(eiipii— w-^ 



<1V) 




(n' ) 



(00 151«II n»±2*»ii 1 20Wt«-jrr. 
(00 161 <5)Tie3«IIIT*Sil.«*IOTSK» 



[0 021]^IV^. nU2«»6 1 2««k»^. 
(00221 (7) TES?VT*8#i6Si:i«rSHIMI 

(00231 
[fl:i 51 




(V) 



[0024l3«V1>. R*«*««Ot». R'tt, MRRl 



(5) 



8 



-8r4H»ilt*UTiJ:virA^;&y^;Ht. MSftl 
-8T4H»il€:*LTtJ:vvxQr;l^;^y^/HI. «« 

Mt. K3WH-8r4Hiae*LTti^>T;P3«¥S^ 
;^/PrfC::ut«. #W»l-8riHK«!^*LTt-t vv\ 

^jBtt-r*. ntt2a&*^120Ml&5tf. 
[00 25] (8) TE^lTin»n««I^TaHM 

[0026] 
[fl:i6] 

RrN-(avn— N-^ 



(VI) 



2r^>'-tf>«±/\oy>', :^bo*^v^i^h#>Jt 

[003 1] (10)TK«VIIIT^*n*«I<orS 
[0032] 

[4:18] 



[00 271 3!:vii»i. R*<**ofcs. R-tt, nan 

l-8T^^^i:qfirLTtJ:v\r/l'^y>f;P«. MW 
l-8T^«K€:WLT4>J:vv\DTA^;>y-f/P«. K 

Wki— 1 2r-^>'-tf>aLh/\oy^^. :=^hDj!>^v^ 

AfMRl-^l 2T'<>'-tf>'aLb/\nyv. :::M3Ji 
4 i^lljc h^S^WftSJrir tX t J: V ^7 X ^^^S^TiW;^ 

^i^/fA^insjum^ »si»isv^mm^ifLXLX 

ttllf*ir LT L J: V)7 x:xA'Tit<3^5^Xr/P«iC^||^ 

H^m-r^. na29»>i^l 20m^^* 
[0028] (9)TE5«VIir5i5»#L*3CliOrSKa 

[0029] 

[fl:i7] 

RrN-(ayQ— NR 

[0030]«VII4». R*«*«Otg^, R ll, 
l-8T4MMIt«rLTtJ:^>rn^;^y>f;m, jKjKft 

i^8r4Nt«*<rUTtJ:^w\oT/p;^y-f/i«. tt 



[003 3]*vni+. R<rC*iCOt&. R'U. 0» 
«l-8T4MMi«:*LTtJ^V\T/l';^y>f /m. 1« 
» 1 — 8 r^^^Wirir LT «, J: vv\or A'jj^ y -f 
#M»1 — 12r'<^-tf^daLt/\Dy>'. :::.hDA^k^ 
i±J^h^Symmm^MLXi,X^.^yJi:zJUTn^^y^n^ 
#awBti--i 2T'^v-e>'«Lt/Noyv. - ho* 
iv^y h^i'^iatrWLTt J:v^7xy#5^r;p;^ 
>'>f iW»l-8r4WW**LrtJtfc^Trt.a 
30 ^i^ffA^^^::iMt.mmKl^aTimm^MLXLX 

2TO'-e>'ai±y\Dy>, :::>fo*^^^l^h^>« 
^rr. R. R*3&«— oic«r->T^\oy>^, — ho 

[0034] 5«v, «vi, ^iiiiijjtiR, R'wtra 
>'X<ofi»sr*o. ismuiit^ r-b^;^, Tn^tr*- 

40 h#y:^;W;JCn/K iso-r h^i^:i>/U:tf:i;V', tert- 
[ 0 0 3 S ] ^J<rHl:^M^S»l9(c3^$L 5 ^ttf^ 

tthLTu. mm. wkA^wtm. ok. iw. 

iW. vix>f vtt, 7v;HB, ^xvK. ^)>rt 
[0036] 

50 [«no9attf>«B] 4ciMoAiT^s#t^ifiB'^r 
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r— 0^- 







100 38 J IB ( 1 ) tasnT. aj«wrr**s«rx 

*9. XryyxiK^^itt (aMa.aer..l918.51.1S0O) « 

M.. 1990.20.2559. J.Ned.an..l9BS.31,89B. J.Or 
«.ChM..l9Bl.46.2455. J.*Kr.O».Soc..l9«.63.852 

•»T1f*i>#l. JCV|I|<Dfl:#»«|*£k*»rt*. 9K50 



40K [OO39]X«(2)(;:«k>T.=M3S0MeEUai 

« ^tttOMtrrnnc J: oT ox:]&>/;>»eucTfr7 w 

I0040JIS(3) tC*JV>T, J<VII*)fl:^th 

foo4 1 ) xs (4 ) ftasv»T. m^^mnrs 



{ 

1 1 

tert-y h*i^*n'#cyw ( B o c ) ^m^im^Ktm 

( z ) ffim^KiioieM-tmimKth^ t tzi or 
(004 21x8 (5)tz«uT. mm^mffpoif 

*. 1 

[004 3118 (6) fcriJk^r. Jf-h^'U-r (M 

EiiB;tJ>";.) cfi-c. r/P3— A^slMiiorvt-r* 

100441 xs (7)(;:i{v>T. ll»filic±<DMM: 
f^'^'j^j.ttittz^n^ym (l«t<tt. ^) ♦ 

[004 51XB (8) ^ZiH,^X, AIII<Dft:^«^/\ 

aTA'»>mtti>{aM^wm iittiui, N,N- 2 
100461 xa (9) tisv»T. iexi<ofl:*«tt^ 

*/l'ArSF, y^y-A'. X^y-A'. n-THoyty 
100 4 71 *«>H<r«IT*S*iiTS KBMfMWr 

m. tiT^ium, ftfl, mm, mm, msam. k « 
t»*»w»tt. ^fl. mn, «Ajii. jmbh. jajim. 

ifck u-ctt. m»m, miw. urarn. *« 

«IM<. SMH. Mfl, nflsH. «ff 



) <Wi¥9— 20 5 4 

1 2 

[0049] *imb&mLzf^('mtimi, mm 

[0050] 

T^^tt. I R^*^^ hMiB*^ I R-8 1 0 . > 
H-NMRX^^ hiMi Varim Iktity 400 MB Anm 

[0051] (UttHl) 

2.4-y^oo-3-xho*yy:^o.i 9r (o. 

7 6 8mdI ) XtfN- {*<.>ifA<t^S^AA^H=Jt^) - 
l.a-Taf^ifT^y 0.16m (0.768anl) 

^w:^(;mirU ;fcft, IfiKMsSOi) ft. Mft 
y^^tZHL, n-A>i^v PMi^» ( 2 : i»/ 

V) «a:a»c±9. 4- [3- c^yn^srii^s^;*;!' 

ho*>'y>'0.27g (0.65 iHol) trireMek 

*. 

[0052]>H-NMR (CDCl*) {ppm} : 1. 
79 (2H.m) . 3.35 (4H.m) . 5.02 (1 
H.br). 5.18(2H.s>. 7.15 (IN. b 
r> . 7.37 (SH.m) . 7.57 (lH.t.J<-8. 
01b) . 7.73 (lH.t.J==7.8Hz) . 7.90 

(IH.d. J-8.4NZ) . 8.21 (IH.d.J-S. 
ORz) 

[0053] (Itim2) 

3-TSy-4- r3 - (^>iyll^i^i!i»^,=jl.-r 
4 - f3- (O'ifH^i/'jin^aCZArT^^iTaK 

M/T^y} -2-^oo-3-— Ko^yy:^o.27 
8 (0.65 iMBi) fi^x^y-zwi oaitcmf t. m 

«lllalAMKB0.22s (0.390h»I) tMiM 

« ( N at so* ) ft. mm^msrmieLii, wam^ 

A->^y-*(300: lvA)lRliB»«:19. 3 

-TSy-4- [3- ('^VS^A'**J<'*A'S|fXiPTS 

y) mirn'Tsy] -2-^oD#yyvo.i 2s 



(8) 



tWI79-208584 



1 3 

(0.31 2«oi ) imnem^t Lx n:. z^t,^ 

[00 541 iH-NMR (CDC la) ^ (pm) : 1. 
76 (2H.m) . 3.30 (2H,m) . 3.42 (2 
H.q,J=6.3lb) , 4.21 (2H,bs) , 4.44 
(lH.br). 4. 92(1 H.br). 5. 16(2 
H.s) . 7.30-7.39 (SH.m) . 7.46 (2 
H.m) . 7.89 (2H,m) 
[0055] (llttM3) 

-4-iyDo--iH-^5rv-r4. 

3-rSy-4- [3- <^>i^Af^i^7!fA^2^::LnfT 
sy) rot^/PTSy] -2~^oo#yy>'0. 1 2 

8 (0.31 2«ol) t:hUxf-/W?rA'h*A'P<-hO. 
52»l (3.12MD1) 100t:tartSLT3. 
SMiMFtn:. Kie»»liGEFMILT. 1- [3- 

{^s^A^^>^:f9n^^T^y) rotrin -4- 
^oD--iH— f s^r t4.5-c] vo.i 2 
8 (o.304M>i) ^aiaifiB»hLT»nr. 

[0 0 56] >H-NMR (CDC Is) 9 {pm) : 2. 
24 (2H.in) . 3.36 ( 2H. J=6.4Hz) , 
4.67 (2H,t.J=-7.0lb) . 4.95 (IH.b 
r), 5.14(2H.s). 7. 3 1 -7. 3 9 ( 5H. 
m) , 7.62 (IH.t. J-7.8fo) , 7.71 (1 
H.t. J = 7.8Hz) . 8.09 (IH.s) . 8.1 3 

(lH,d. J=8.4lte) . 8.21 (lH.d.J = 8. 
4ftz) 

[0057] (»tM4) 

1 - [ 3 - ('<>i^;l/3!^>';&A^r.;WT5 y ) rotr 
A.] -4-^no-lH— f *5^/[4.5-c] ^y 
i;>'0.12« (0.3 04«»1) t:«<M«-|«[3 

3%3 3«ii&iDi.. aari.5*iffli»L;t. 

«r«ET«iL. 3W«^lN-*||fc-^^Ut>io|ejia 
2itt^MUci:lD;t^Dn4->4^Ar5Bliii£lt;^. 9»| 

(Naiso4)«i»«t«ET»*L. aaEti^y;^^ 

^y-;l^-3 29^IHK ( 1 2 : 6 : 1 v/v) mmm»iZ 

19. 1- (3-T$yroeA^> -4-^oo-iH 
— f [4,5-c] =^yyv-»ttig6o« (0. 

1 8 7aDl ) LXnt:. iOt,<OiO** 

[0 0 58] »H-NMR (CDsOD) a (pf«) : 1. 
94 (3H.S) . 2.3 9 (2H.m) , 3.12(2 
H.t.J=7.8Hz) . 4.82 (2H,t,J=7.2H 
2) . 7.70 (2H.m) . 7.97 (lH.d.J=8. 
OHz) . 8.27 (IH.d. J«8.0Ib) .8.4 1 



14 



(IH.s) 

[0059] (9£tmS) 

1- (3-Tsyypt:f/p) -1 H-^^r^rf4,ip 
-cl:^y»i:^-4-r$>-<^>^tf 
1- (3-TayroeA') -4-^oo-ih— f s 

mm>\) «rHSMHraS*tCAfU ^^y-A^l OmlRt/ 

f:i. «faaii«:a»ttLx^y-;i^i^iMsjitT:. j - 

(3-r$y7l3eiP) -lH-^$5^/[4.5- 
c]^yy>'-4-r5>'l lag (0.0455ho1) 
fr«»fiie«t&A(mp : 243--245T: (^) ) 

[0060] IR (KBr)ar> : 3320. 317 
0, 1650 

iH-NMR (DMSO-d«) S (ppa) : 1.93 (2 
2D H.m) . 2.57 (2H.t.J»6.6lte) . 4.64 
(2H.t.J»7.0Uz) . 6.55 (2H.8) . 7.2 
6 (IH. t. J«7.2lb) . 7.44 (lH.t.J« 
7.4Hz) . 7.62 ( IH.d. J»8.0H2) . 8.12 
(IH.d. J=^8.0Nz) . 8.1 9 (IH.s) 

[00611 (mms) 

4 - [3- (tert-r^^y:7»/W.iC=^T$y) 

;i^r$yl -2~:7oo~3-nhp#y»j>^g>^ 
2.4->?^oo~3-— i-o:^yy:/0.59« (2. 
4 iHol) aim- (tert-rh:*i^;&iP4fxn^) - 
30 1.3-TD^t>-i^T$:^0.4 2K (2.4 l«»t) «r 
hUXf-/PT$Vl ObI*. 7 0X:«BaSLTl. 5«J 

«l«:^^P>'(Zffi|fL. «»ll(NasS04)ftjfi 

ETiWUxr. ^y-n^Thy-f-AU-htx 

WEL. 4 - [3- (tert-rh'^v'jSriP^-Kll/^TS 

y) roe/PT$y] -2-^oD-3-xhoie>'»J 

>^0.61g (1.60M1) inemAimp : 159 

— i6ix:) ttT»n:, z^h^>^>mem7-9it 

40 [0062]rR(KBr)cri:3310. 168 
O. 1580 

«H-NMR (CDC la) ^ (pp«) : 1.5 0 (9H. 
s). 1.77(2H.in). 3. 2 7 ( 2H. q . J =6. 
IHz) . 3.36 (2H.q. J = 6.0Hz) . 4.82 
(lH.br) . 7.37 (lH.br) . 7.55 (1 
H,t.J = 7.8Hz) , 7.72 (lH.t.J-7.7H 
z) . 7.89 (lH.d.J»8.2Hz) , 8.27 (1 
H.d.J»8.4Hz) 
[0063] (Ilim7) 
50 3-T5y-4- r3~ (iert-r^^yj^/Prffllit^T 



(9) 



1 S 

4- [3- (icrt-rh:^s/'^;i.;K-iwr$y) roe 

Z (0.70«»l) €'X:^y-;P7«lW«»L. 

r [II] • 2*ld«|0.5 5g (2.4 5-01) «:jDi 1 

^ma^KSLLti. »»ttRjBa«-2N^r>'t-r* 
cwt, ^o^;^;^i.r20*a^L, «» . 

I£lf (NasSOf) ft. «ETjnifirS£Ln:« 

1^>'-l«xf•;^ ( 1 : iv/v) SifJW^i^fc: J: 0 . 3- 
r5y-4- r3 - {\jert-rh^z^t$fVif^:zJUT$, 

Tnim^rSy'] - 2-^oo#y y>o. i 5g 

(0.42 8moI ) frSIH^ttJIi^ LT»^. 

[00 641 »H-NMR (CDC Ij) d (pf«) : 1. 
49 (9H.8) . 1.7 3 (2H.m) . 3.29 (2 
H.i. J«6.21lz) . 3.35 (2H.q. Js6.0R 
z) . 4.28 (2H.bs) . 4.60 ( lH.br) . 
4-75 (IH.br) , 7.44 (2H,ro) , 7-87 

(IH.d. J»7.6ite} . 7.94 (lH.d,J = 7. 
6Hz) 

[0065I i^mms) 

^ - r ? ' ( t e r t 'rV^'^Af\^^^^>i^7\/ ) r 
oeA^I -4 QD- 1 H $ ^V- r 4 . S - cl 

3~7^^>'-4- [3- (tert-rh^^-^^/P^-K— A'T 

sy) roe/V'r^yi -2-^oo:^yy>-o. i 5 

8 (0.4 2 8boI> (CKUX'f-n^^/l'hstcn^^— hO- 
3 6«l ( 2. 1 4«ol ) ^jDiT, 1 O 0TrC2^$ 

^t:8 0Tm«wfL)t. raca^s-M^m a 

U ^003h;WA->^y— (150: l-^lOO : 
lv/v)»iBW*fc:J:«). l - [3- (terl-rhd^^S^ 
;^;P;Kr:4^r$y) Ttre/H -4-^OQ-iH->f 
[4,5-c] ^yU>-0. 14k (0.3 88«» 

I) i-eea^ (mp : 1 55--1 56T:> tLX% 

[00661 IR (KBr)c«-i : 3380. 168 
0. 1 520 

>H-NMR (CDCIi) d (pp.) : 1.47 (9H, 41 
s). 2.22(2H.m). 3. 3 0 ( 2H. q. J «6. 
4H2) , 4.68 (2H. t. J=7.2H2) , 4.7 (1 
H.br) . 7.6 6 (lH,t.J=7.6Hz) .7.72 
(lH.t.J=7.6H2> . 8.09 (IH.s) . 8.1 
6 (lH.d.J-8.4lb) . 8.21 (lH.d.J = 
8.4Hz) 

[00671 (mm9) 

1- (3-r$yyneil.^ -A^^ao^] "--f ? 
y-/r4.5-c1*y»iv^n^ 

1- [3- (t«rt-rK:^>'j^A^4«x4^T$y) roe 50 



1 6 



l*iPP9-20 5 4 



10 



-4-:^oo-lH— f sr*/£4.5-c]#y 
ll>^50af (0. 1 3 9mo1) »S4:Xf^l^>3ttlid» 
ML. h!;7it^4*D|Mt0.1 lal (1.39m>1) »li 
tXmTl BlBf Ur. KJBKl^lfiETMIL. BWc 

^DOsniPATSBMiBU «at (NaaSO«) ttME 

ii^mito) Thv^pLU-hLxmasm^rwLU i- 
(3-rsyroeiP) -4-^00- iH-^$rr 

[4.5-c]^yt;vi4ii (0.0 5 36«»I) ltd 

[0068] IR(KBr)crt : 3400, 159 
0. 1510 

iH-NMR (CDC Is+CDsOD) ^ (ppa) : 2. 
06 (2H.ni) . 2-72 ( 2H. t . J »6.8Hz} . 
2.98 (2H.br) . 4.64 (2H.t.J«7.0H 
z) . 7.57 (lH.t.J«7.6Hz) . 7.61 (1 
H.t,J«7.6b) , 8.03 (IHs) . 8.05 
(IH.d.J-S.OHz) . 8.1 1 (lH,d.J-8. 
OHs) 

[0069] (XMMIO) 

1 - O-rs yypeii.) - 1 h -^ g^y^ ra. is 

-c1^yM>--4-T^>^tgr>^r^) 

1- O-rsyroen^) -4-^od-ih— f s 

^/ [4.5-c] ^yy>'14«f (0.0 536»l) 
trWrrtlHIiJLKcAii. >^>^-4^5Bl21UM^rF1K 
#cT>'^xr3«ltlBi. l5 0x:(;:MltTlMm 

o^j^^mo.smiimjLmasm^rwLLx. i- 
(3~T5yroeA^) -ih— f [4,5- 
c] <*yy>'-4-T5>'8^ (0.033 i—oi) t 



[0070] (IMMll) 

1 - [3- (tert-rh^i^;»4^3iexA^r$y) roe 

A.] -4-^00-lH--f t4.5-c] 

u>^30«s (0.0831M0I) fc:<>'>?ii.r$>'iBi 

1 5 0T:(Ctt«ILT3iraH»PLn:. 

'^KU'>A*jiarr**u wi(Na»so4)tt. « 

O: ly^/^ymOKHZXO. A-^i^A^T^J'-l 
-13- {tert-rh^^^n^4tz:Jl^T^y) roe 
iH --1H— f t4.5-c]:^yyv3 5i» 
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(0.081 laol) irm&Of^imp : 1 71^17 

I0071J IR (KBr) a * ; 3330, 170 
0. 1 590, 1 540 

«H-NMR (CDC l3) ^ (ppa) : 1.46 (9H. 
s) . 2.1 8 (2H,ni) . 3.2 5 (2H.m) , 4. 
57 {2H,t,J'=7.0te) , 4.64 (lH,b 
r) , 4-95 {2H, d, J = 5,2ll2) . 6.05 
(lH.br) . 7.26-7.36 (4H,m) , 7.4 
7 (2H.d. J = 7.6Hz) . 7.51 (lH.t.J = 
7.6lto). 7.82 (IH.s). 7.92(2H,t.J 
»8.0Hz) 

[0072] <|yt0fll2) 

1- (3-r$yraeA-) -iH->f g^-rr^.i; 

4- -^>y;^rsy-i- [3- (tert-rh^i^ 
:i^iPsif3in^r$y) roir;n -iH--f$rr [4. 

5- c] ^y»J>'30«g (0.0695«»I) %^3« 

itamL. 7m(t^^7i^^2>.-»m 120x1 0. 1 g 

-"tiftL. ^oo;|;4^A->^y~;P-3 2%lM8 
(6:3: Iv/v) S»B»J: 9B0m«'DIHBtt&». 

r/^;^t;«lT^s*^WRL, i-(3-r$y7-ne 
/p) -iH->f s^/ [4.5-c] ^y»;>'-4-T 
5>'7« (o.0290»oi) ^mmftB^t tT» 

t:. 

t00731 (IUt«13> 

7^/1 -2-7Po-3-:iKo»yuvg>^ 
2,4->?^oo«3-:iMJ:^>t;>'0.72g (2. 
97ho1) Jtt^N- iierl-rh^i^tfA^Tr^znn^) - 
1.4->?T$yr^V0.56g (2.97«oI) h 
UXf-zPT^Vl 2»l*, 7 OrfcrlagRtT 1 . 5«Ha 

ThV^^U--hLXiPnL. 4 - [4 - (ter 

^un-3^-ha^yVy0.97g <2.46wol) 
tWi«*(iiip : I 2 5--1 26. 5X:) tLX^ 

10 0741 I R (KBr)cr» : 3 340. 328 
0, 1 680. 1 540, 1520 
»H-NMR (CDC Is) ^ (pp.) : 1.46 (9H. 
s). 1.63(2H.in). 1.78(2H.m). 3. 
19 (2H.q,J=6.4lfa) . 3.47(2H.q.J = 
6.1lte) . 4.68 (IH.br) . 6.4 1 (IH.b 5 
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r) , 7.52 (IH.t. J-7.7te) . 7.74 (1 
H,t.J-7.8Ife) . 7.91 (lH.d.J-8.4H 
z) , 8.1 1 ( 1 H.d, J»8.41lz) 

I0075J (mtmiA) 

$y) r^iPrgyi -9-. ^pp4^yijv,y>^ 

4- 14- (tert-rh^S/'^^il^jff-A.rSy) rf-ZL 
T$y) -2-^no-3--hod^yi;>'0.5« 
(l.27Mt)i) t-x^y-n^i 3«it:iB»L. «<tr 

10 r [11 ] • 2*^1 .0« (4.4 3wol) JtlDi.li» 
HfcSMBlL^. ra6jSi'2N-T>^^xr*C**t. 
^OD;};;k^r2Bltt£UL. ft» («!&*) . ISK (N 
atSO«) ft, iSETi8Wt«*L>:i. tOtii^V^y 

Hxf^A- ( 2 : 1 v/v) »£BB»fc:J: 9B«»t«W>. 

-r$y-4- [4- (tert-rh^z^j^A^:fi=.n^T^ 

y) :^f-/pr$y] -2-^oo:i|^yy>'o.i 2s 
(0.3 2 9M01) ^9&mtiitLxmti. 
2t> 4HIKW-^«iiaT^03i9TJ^** 

[00761 IR (KBr) cB-i : 3270, 168 
0. 1 540. 760 

»H-NMR (CDC la) (pp.) : 1,44 (9H. 

s) , 1.64 (4H,ni) .3.17 (2H,q,J=6. 
OHz) . 3.27 (2H. t. J=6.6Hz) , 3.89 

(lH.br) , 4.1 5 (2H,bs) , 4.59 (1 
H.br) , 7.4 7 (2H,m) , 7.77 (IH.d.J 
= 7.6Hz> . 7.89 (lH.d.J = 7.2lte) 

r0077l i^mi 5) 

» 1 - r4- (i ^-rh^i^^n.jr^A^'r^ j\ -r^ 
^1^^4- t^pp- 1 H^>f $rv- ^^.^ T ^ I 

3-75^-4- [4- {UTt--XY^i^i!iiV^.rj^T 

5y) r-f-A'T^y] -2-^oo^ryy>o.i 4« 

( 0 . 3 8 4boI) h tiXf^/P^TA^ h3M^>^ h 0 . 3 
2«l (1.9 2-OI) tlWi., lOOICCWRLTl* 

^y--rt^( 1 50 : I-.I 00 : 1 v/v ) »aSK*4C J: 
» 0. 1 - [4- (lcrl-rh^i^;^;l.;KxjWT5y) r 
f-yP] -4-:^^oo-lH->f *:rV[4,5-c] ^ 
>^U>'0.12« (0.3 21-»I) ^»lBfe»5|5(m 

p: 14 8-1 5 ot:) tLX^n:. z^t>(nm*» 

[00781 IR(KBr)cr>: 1695, 1510 
'H-NMR (CDC I 3) ^ (pp.) : 1.4 2 (9H. 
s) , 1.62 (2H,in) , 2.06 (2H.in) . 3. 
21 (2H,q. J=6.4Nz) , 4.58 (lH,b 
r) , 4.65 (2H, t. J=7.4te) , 7.66 (1 
} H,t.J = 7.2Ib) . 7.72 (lH.t,J-7.6H 
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z) . 8.02 (IH.s) . 8.13 (lH.d.J-8. 
4Re) . 8.21 (IH.d. J-8.2liz) 
10079] (Ilimi6) 

1- {4-T$yr^n.) -4-»nD-i H-^g< 
1- [4- (uxt-rh^i^s^tuazM^Tiy) 

>U1 -4-^OD-lH— {S^y [4.5-c]*y 
i;:^0.10« (0.26 7MDI) *«t>f-k>'6«lC 
mmt, h!l7A'7roMB0.21al (2.67m»1) ^ 

mtmmTimmttLit, BOBKiHSTmrnL. mm to 

CI N-*»fki'hV*>M3leiai2miRViM*iiai 

T^o trt-vA^ATSigiteBL. f»l (NatSOi) tliC 

- (4-rs/'y-f-rt'> -4-^oo-iH— fsrv 

[4.5-c]:^yt;>'4 5«(0.164m>I) (tRS 

[0080] IR (KBr) cri : 3400. 295 
O. 1670. 1520. 1360 70 
•H-NMR (C0C1>) 9 iptm) : 1.51 (2H. 
m). 1.96 (2H.m). 2.66 (2H. t. J*7. 
2Bz) . 3.03 (2H.bs> , 4.53 (2H.t.J 
=7. 41b) . 7.56 (lH.t.J»7.4lte) . 7.6 
0 (lH.t.J>7.5llz) . 7.97 (IH.s) . 8. 
02 (lH.d.J»6.4lfe) . 8.04 (lH.d.J = 
6.4b) 

[0081] (lOtHW) 

1- <4-r5/r»jn -iH-^g^rr^ 

1- {4-TSyr-f-A') -4-^aD-lH— f 5:r 
V [4. 5-c ] i;>'4 Oas ( 0. 1 4 6«Bl ) 
rrJillliJLlCAit. ^^y-'A'8alSl/9MniKficr 
>'*=r4«ItjBi. 15 0'ClZffilLTllUnft 

lN-*■Hk■^^'J•>A*ji«o.5■I*lDifc. itiii 

ifcft»»KLx^y-Ai6»A}||yiLX. 1 - <4-TS 
yr^iP) -IH— f S^/[4.5-c ] *yyv- 
4-rSV14« (0.0548MOI) t-jHUftettA 
(mp : 227-2 30. 5T:(#i|) ) tLTItA:. « 

[0082] IR (KBr)er> : 3340. 318 
0. 1 650. 1 530. 1400 
'H-NMR (DMSO-de) 9 (m) : 1.30 (2 
H.br), 1.39 (2H.m). 1.89 (2H. 
m) . 2.55 (2H.t. J-6.8ib) . 4.59 <2 
H.t.J-7.0liz) . 6.56 (2H,bs) . 7.26 

(lH.t.J = 7.4llt) . 7.44 (lH.t.J = 7. 
7B2) . 7.62 (IH.d. J=.8.0lit) . 8.05 
(lH.d.J=8.0az) . 8.1 9 (IH.a) » 
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COO 3) (HEilMlS) 

4-^Vv^rt^T5 /- 1 - r4 - ftert-y K»S>Tfrn> 

atz^ii.Tsy) ?^^in-i H->rgrvr4.s- 

1 - £4- (tert-rh*>'*4'i»S=A'rSy) rf- 
iU] -4-^oo-lH— f [4.5-c]*y 
y>'70«« (0. 187hd1) C'0'y*'rS>'2Blt 

iDi.. i5 0x:c»ILT3i«nnfU:. «ETjM 

•f-hVrrMA(3mKVilt»L, f»l (NaiSO«) ft, M 

fc/tU ^oojh/PA-y^'y— 4* (1 5 
O : 1»/V) jRiia^Jt9. 4-O'i'A'TSy-l 
- [4- {tart-rh^i^^JUir-zjUT^y) T'-f-A'] 
- 1 H — r S [ 4 . 5 - c ] * y y i' 7 9« ( 0 . 1 
77hd1) »afi»3lE (mp : 1 5 1-^1 5 3. SXJ) 

[0084] IR (KBr)cr> : 3380. 331 
O. 2930. 1680. 1595. 1540. 124 
5. 1 160 

'H-NMR (CDC !•) * (pm) : 1.42 (9H. 
8) . 1.58 (2H.III) . 2.02 (2H.m) . 3. 
18 (2H.III) . 4.55 (2H.t.J=7.4llx} . 
4.55 (lH.br) . 4.95 (2H.d. J-5.6H 
z) . 6.03 (lH.t.J»5.6Rz) . 7.23-7. 
36 (4H.m) , 7.47 (2H.d. J<-7.6Bs) . 
7.51 (lH.t.J=7.8llz) . 7.75 (IH. 
8) . 7.90 (2H,d.J=8.0Ki) 
[0085] (9llimi9) 

i-(4-T5/y^rt>) -iH-^g^rr^.s- 

4-'^vyrt.TS>'-l- [4- (iert-rh*S';»A' 
itUZA>T^y) r-f-iH -IH— f S^/t4.5- 
c]^yy>67■g(0.150H>l) ^imsMtm 

mu Ttmde/^^s^'yj-.-tm [20%^ o.i5sft 
tit2BiaMaaunr. rassfr^^L. tssngm 

tr«jcLn:fiH»aE€:i^y;»y/l';»9A^D'7h^97 4 
(6 : 3 : Iv/v) ffmS^J: OBa«ll<^>IMW»». 

TA'ttVKmLxBmtrfnRL. i-(4-rsyrf- 
H') -iH— f srv'r4.5-c]#yy:^-4-r 

$ 1 4w ( 0 . 0 5 4 8mo1 ) frmieiMEl: LT» 
[0086] (11110120) 

I - r?- r r4- (if7xsLn.xh*y) -i-tfx 

C4.S-e1*yiiv-^--r,8>^.»^ 



(12) 
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a) ^DCTgmo.l Off ( J.lw>l)ft{Xl- (3 

r $ y roe/p) - 3 -Jn^A^yfA^ita^^ s K • flats 

(EDCI ) 0.29k (l.Saol) tlDiXaMri 

^DO;fVl'^-X^y— /l^ (10: Iv/v) T'3l3tt£B 
Lfc. «Wi€ri^mccft»U«t(NatSOO 
It. «ETmt<r«jgtT. 1- [3- [ (BOOTHS 

100871 b) a) Tmii>tUtl- 13- £ <^d 

>'-A'5«l«it|L. 4- (i^-7x^^hi(^5^) e^^ 
U5^^'-flaMl0.14K (0.4 72HoI)&tXiilMc 
»»'M J'>A48mg (0.5 6 6B01) ^iDi. 7I» 

iCffL. ^00;|trt-A-^^y— A- (30 : 1—20: 
lv/v)«jB»^fc:jtO. 1- [3- [ [4-- (y^x 

oeA.] -IH-^S^r [4.5-c3*yiJ>'-4 
-T$>'20«g (0.0 3 64HDI) firMN^MW^: 

[00881 IR (KBr)crt : 3320. 165 
0, 1 525, 1070, 700 
»H-NMR(CDCla) » (m) : 1.70 (2H, 
m) , 1.8 6 {2H,m) , 2. 1 9 (2H,m) , 2. 
27 (2H.t,J- 10.4Hz) . 2.74 (2H. 
m) . 2.98 (2H,s) . 3.39 (2H.q. J»6. 
5H2) , 3.4 5 (IH.m) . 4.54 (2H.t.J« 
7.0Hz) . 5.4 9 (IH.s) . 5.6 0 (2H,b 
s) , 7.21-7.36 (lOH.m) . 7.38 (1 
H,t,J«7.2Hz) , 7.51 (lH.t,J«7.7H 
*) . 7.82 (lH.d.J-8.2lb) . 7.89 (1 
H.s) . 7.9 0 (IH.d.J^d.OHz) 
[00891 (iat«21) 

1 - f 3 - (T^ yA>T$ y ) yoKin 1 h^^ 

r4.5-r1:»yijv~^^ y$v^^ 

1- (3-T$yro»u) -iH--( *rv'[4.5 

-c] :^yy>-4-rS>0.24« (iHol) tN. 
N">''>^f'/p!j;A'-aTSK3 0Bl«KiL. r^U/Uft 

7 5/ii ( 1 . 1 «oi ) airi - ( 3-i^'>f^/pr $ yr 

oe/P) -3-Xf-A';^/i.,-Ks;.f $K-ffl«g0.2 9 

« ( 1 . 5m>i ) f:mjL^T3. smmmLtz. kjc 
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^y-A^ (10:1 v/v) r4aMKBLfc, 

flMcTft»U ttH (NatSOt) tIL aUETWie^V 
^nD*/PA-X^y— A' (8 : IvA) Wttai 

$y) TDen^] -IH— f $ry^[4.5-c]*y 

U>'-4-TS>'0.14« (0.474HD1) (MTfi 

mm imp : 17 3-17 5-0 i:LT»fc. CO€«0 

[0090] IR (KBr)cri : 3330, 320 
0. 1630. 1525 

>H-NMR (CDC l») a (ppm) : 2.25 {2H. 
m) . 3-47 (2H.q. J=6.5Hz) . 4.61 (2 
H,t.J = 7.0te) . 5.47 (2H.b8) . 5.7 
(lH.br). 5.71 (IH.d. J»10.4Rz) . 
6.09 (lH.dd.J«l 6.8. 10.4Hz). 6.3 

2 (IH.d, J = l 6.8H2) . 7.33(lH.t.J = 
7.6lfe) , 7.53 (lH.t.J=7.8liz) . 7.83 

20 (lH.d.J-8.4Hz) , 7.92 (IH.a) , 7-9 

3 (IH.d. J»8.2Bz) 

[0091] {mm22) 

1- r3- r r^- -l-^^ 

1 ~ [3~ (T^yyPTSy) T-ne/P] -lH—f$ 

[4.5-c] :^yy>'-4-r5:^o.i 2« 

(0.4 0 6nDl) SrX^y-/Pl OBlCzMf U 4- 
(i^^x-A'^h^S^) tr^US^V-flOnO.l 38 
30 (0.427«Dl)ai^MMc«^hU*>A38«f (O. 
447HDI) ^Ali.. l«M«aL^« ^Fffifeifrra 

LTifc*. rai^wiu. Bar^TA^a^^r^A^ov 

h^97-r— (cftU)::. ^OCnjtA^J^-^^ry^A^ (4 
0 : 1 v/v) SffiSi^tcJ: 0 SOMi^jM>. a«Wj^ 
x-f^A^rhUf'jtP'-hLTWRL, l-[3- 

t [4- (s^^xi^^N^i^) -i-e'^ui^i^^rD 
^ty-fA-] rsy] rotfA'] -ih— f [4. 

5-c ] ^yy>'-4 -T5^^7 5* (0. 1 3 3bo 
1) i:9c9t&6m (mp : 1 78-^1 8 2X:) tLXft 

[0092] I R (KBr)ar» : 3330, 320 
0. 1640, 1530, 1080. 700 
»H-NMR (CDCIi) d (ppa) : 1.6 1 (2H. 
m) . 1.84 (2H.in) , 2. 1 3 (2H.m) , 2. 
20 (2H.m) , 2.38 ( 2H. t. J »6.0Bz> . 
2.54 (2H, t, J-6.0HZ) , 2.74 (2H. 
m). 5. 48(1 H.s). 7.21-7.54(11 
H.m) , 7.51 (lH.t»J»7.7ife) . 7.83 
(lH.d.J=8.4Hz) , 7.91 (IH.s). 7.9 
» 4 (IH.d. J«8.4llz) , 8.6 (IH.br) 



(13) 
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[0093] (Xlt0f23) 

1- {4-Tsyrf-;i-) -iH--f $rr t4.5- 
c]*y•;>'-4-T$:^o.26« (1H>1) tN,N 
-5;>'f-A^iPAT$K3 0«KaML. r^UAHKT 

Bill (i.iHDD&t^i- <3-i;:rf^;^r5yro 

en^) - 3 -X^/k;Jr/Wj|f>?^ $ F • ffilBtSO. 2 9 « 

( 1 0 : 1 v/v) T4EM4a5tn:. ^tM^-iM 
*Tft»L. (NatS04) tt, KSTffttfirS^ 

^DOzhA^-^-^^y-A. (10: 1— 8 : 1 v/ 

v)«is«»fcJ:9. 1- [4- (T^»J/PT$y) r 
f-A'] -iH--f $ry [4.5-c]#yy:^-4- 
Ta:/90mg (0. 291mino 1 ) t9»6IB^ 
(mp : 17 6— 178T:) tLTft^. Z^h^^ 

10094] IR (KBr)ar> : 3320, 320 
0, 1640. 1 530 

■H-NMR (CDC Is) a (ppa) : 1.65 (211. 
m) . 2.04 (2H.III) . 3.40 (2H.q. J=>6. 
7H2) , 4.58 (2H.t. J»7.2Nz) , 5.50 
(2H.br), 5.52(lH.br). 5.65(1 
H,d. J»l 0.2lls).6.0 3 (lH.dd,J»16. 
8. 1 0.4fe) . 6.27 ( IH.d. J = l 7.0H 
«) . 7.3 3 (IH.t. J»7.6Hz) . 7.53 ( 1 
H,t.J«7.7te) . 7.83 (IH.s) . 7.83 
(IH.d. J-8.6HS) , 7.93 (lH.d.J»8. 
4Hz) 

[0095] (»MM24) 

1- r4- r r4- (s^7^rj|^yK:^£^) -i-tf^ 
1- [4- (T^UA'Tsy) rf'iP] -iH->f 

*/ [4,5-c] *yU>'-4-TSi^85«g (0.27 
5wml) %x^y-A'7«lt:JfflllL. 4- (i^^xX/P 
;<h^$^) e^y>^>^ -«IMI88Bg(0.2 88no 
I) AlXMIUc«^hU>>A2 5ag (0.3 0 2h>I) ^ 

ftt^. ^oo;t?/I^A->^y— /K50 : lv/v)» 
-f"AP-hLT»TStL. 1- [4- r [4- (>?7x- 

/i^-xh^s^) -1 -e-^u^f^ro/^y^r/p] T^y] 

-lH-">f S^/[4.5-c] ^yiJv-4 
-TSV48«g ( 0.0832«»I) ^B&RM (m 
p: 174-17 6T:) tLT»^. C<^fc«04H» 
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[00961 IR (KBr)cfl-i : 3370. 310 
0. 2950. 1640. 1530. 1090. 75 
O. 705 

iH-NMR (CDClj) d (ppa) : 1.4 8-1.6 
3 (4H.m) .1.77 (2H.m) . 2.01 <4H. 
■) . 2.30 (2H. t. J^^^e.OHz) . 2.44 (2 
H.t. J«6.0lb) .2.63 (2H.m) . 3.28 
(2H.q. J = 6. 5Hz) .3.37(lH.m).4.5 
6 (2H.t. J-7.2HZ) . 5.42(2H.b8}. 
10 5.47 (IH.s) . 7.21-7.35 (1 IH. 
m) . 7.51 ( 1 H. J = 7.7lb) . 7.81 (1 
H.s). 7.82 ( 1 H.d. J = 8.0lb) . 7.92 
(IH.d. J-S.OHs) . 8.58(lH,br) 
[0097] (»Cn25) 

1- r3- f r4- r (4-^007^x71.) ^^xa. 

^h^i^^ -i-tr^»jy >yo/ty^ii.l y^yiy 
- 1 H->f $yv^ r4.g-c 1 »yti v-^ 

1- [3- (T^Vfi^T^y) roe/p] -lH->fS 
70 [4.5-c]*yy>'-4-r$v50«g(o.i 

6 9m>1) ^x^y-A^5«Ifcatll»U 4- [ (4-^ 
oo7xX;W) ^xXA^^h^*/-] tr^yy^ lKMIB 
6 Oag ( 0 . 1 7 8h>1 ) &t^iWbic«^ M; •> A 1 6b 
8 ( 0 . 1 8 6aol ) 1 BlttSnt t:^. ¥flM 

DVh^97-f— trfttn:. ^'oo^n/PA-.rf^y— /p 
(4 0: 1 v/v) KiiSi^iCj: OSO^Mtrll^. fflK0 
*«x--r/l'-Chy'f"AW-hLTraL, l-t3- 
[ [4- [ (4-^oa7xXiU) 7xX;p^h*S^3 

30 -i-e-^y>?>^D/ty^7P] rsy] rotrn'] - 

1 H->f t4.5-c] ^yU:^-4-T$>'4 

0«g (0.O6 6 9MO1) (mp : 1 7 0-^ 

1 7 2.5X:) t UT»^. i<OfcOOi»l596Wx-^ 

[0098] 1 R (KBr) ca-< : 3320. 320 
O. 2940. 1640. 1530. 108O 
»H-NMR (CDC la) a (ppa) : 1.59 (2H. 
m) . 1.8 1 (2H.in) , 2.1 3 (2H.m) . 2- 

2 0 (2H.m) .2.37 ( 2 H. 1 . J = 6. OHx) . 
40 2.54 (2H. t.J'5.8lte) . 2.72 (2H. 

m) . 3.3 7 (2H.q. J=6.4Hz) . 3.4 0 (1 
H.m) .4.59 (2H. t. J = 7.0te) ,5.43 
( IH.s) . 5.4 5 (2H.bs) , 7.2 3-7.3 
4 ( 1 OH. in) , 7.5 1 (1 H, 1. J =7. 6llz) . 
7.8 3 (lH.d.J=8.4liz) . 7.9 1 ( IH. 
s) . 7.94 ( IH.d. J«8.4Nz) . 8.59 (1 
H.br) 

[0099] (||f|M26) 
1 - TB- (4-^oo;t.y^y^/pygy> -mtf 
» ypi -lH->f r4.5-cl#y»i:/-4-y 



25 

-c:i ^y^y-A-T^y 0.24 g ( Inol) tN, 
BKO.l 111 (l.l«»l)at;fl- 

^ y TO trn^) - 3 -3L^iVtt)\^if.i;^ s h - iSRtt 

0. 2 9 s ( 1 . SwmX ) {:lD;LaaT J KMWLfe. S 
iS«CM*»lD;t. mKx^iPr3Btt£lSL]lt:. 
Jli-JfclMcCft^L. »» (NaiS04) (ft. »ET» 

hLTTOL. 1 - r3- (4-^oniW:r^y>f;PT 
$y)rnt/H - 1 H~>f t4.5-c] 

y>'-4-r5:^30«(0.0867Mol) 

[01 00] IR (KBr>ci-i : 33 30. 32 0 
O, 1650. 1 530 

»H-NMR (DMSO-ds) d (ppb) : 1.91-2. 
04 (4H.m) , 2.26 ( 2H, t. J =7.4lb) , 
3.12 <2H,q, J«6.2lte) . 3.64 (2H,t, 
J«6.6H2) , 4.59 (2H,t. J»6.8lfa:) . 6. 
58<2H.br). 7.26(lH.t.J = 7.4H 
z) . 7.45 (lH.t.J»7.8fe) . 7.62 <1 
H,d. J^S.OHz) . 8.03 (IHpd. J«7.6lf 
z) . 8.05 (lH.br) , 8.20 (IH.s) 
lOlOll (%im27) 

1- r3- r r4- (&?7^-ii.^K»s^> 

V^r4,5~c1#y>J>~4^T^v^i^ 

1- [3-- (4~:7oo/^r^y>f;wrsy) rtje 
A'] -iH-^s^r [4.5-c]#yi;:^"4-r 

aV2 5«g(0.0 72 2nol) , 4- (i^^x^lA^^ 
h^^-) ^^Vi^y -rnXMAAmiO,} 44— ol) 
&l^Mft;^U«^A4 0« (0.28 9mo1)J^N,N-S/ 

f^^^ ^/i^^ra K 3«i4rr. i o orurMftUx 8«i 

o;i;/l^A-^^y— A, (150:1—70: Iv/v) S 
f-^U^hLT. 1- [3- [ [4- ($/7x^.?f h 

#5^) -i-e'<u>?>'r^y^A^]r$y]roi: 

/H -lH-^5^y'[4.5-c] :¥yU>-4-T 
^^-l 5« (0.0 26 0«oI) i-eftlBsfe (mp : 1 
58-1 62. 5t:) tLXnti. w<Ot,W>*)eW9 

(01021 IR (KBr)c»'i : 3200. 164 
0. 1 530, 1 070, 700 
»H-NMR (CDC I 3) S iptm) : 1.6 2 (2H. 
m) . 1.77 (4H.m). 2.10 (2H,m), 2. 
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1 9 (2H.III) , 2.29 (2H.t. J-7.0IIZ) . 
2.34 (2H.t,J«6.4te) . 2.69 (2H. 
m) , 3.35 (2H,q.J=6.5lia:) . 3.40 (1 
H,m) ; 4.58 (2H.t.J = 7.0lb) . 5.45 
(2H,bs). 5.47(lH,s). 7.19-7.3 
4 (1 IH.m) .7.51 (IH.t, J^7.7Hz) . 
7.8 2 (IH.i. J»8.4Hz) . 7.92 (IH. 
8). 7.93 ( 1 H,d, J»8.2Hz) 
[0103] (Xltfl28) 
10 1- f3- (5-^DPn^v ^y^A^y^y> -tpk 
/PI -iH-^$^rr4. s-cT*yijv~4--r 
^y<^tgL 

1 - (3--rsyTnir;P) -lH->f $rrvt4.5 
-c]**yy>'-4-r$V0.32« <1.33h>I) 
trN,N->?^-f"n^/WAr$H4 0«lidB«L. 5- 
^DomWO. 1 5al (1.4 6M01) JttXl - (3- 

•«aHBo.38ff (i.99m>]) *aiii«ari*« 

20 003|5A^A-^^y— A' (10: Iv/v) 'C2aiftSBt 
» — ^MWM cra»L. «»t (NatS04) II. 

hLTWRL. 1- [3- (5-^oon^>'^y-f/p 
Tsy) rrotTA-] -iH--f $trr [4,5-c]4f 

yUV-4-rSVO.l 6« (0.44 5««>l) 

[0104] IR (KBr)c*"> :3470, 329 
O, 1650, 1525, 1395 
30 iH-NMR (DMSO-de) a (ppa) : i:62 (2 
H,m) , 1.70 (2H.fn) , 2.00 (2H,t,J = 
7.0lfe) , 2. 12 (2H,t,J=7.4Hz) . 3.12 
(2H,q. J=6.3H2) . 3.62 (2H, t, J = 6. 
21b) ,4.59 (2H,t,J»6.9liz) , 6.6 1 
(2H,bs) . 7.26 (IH.t. J»7.6Hz) , 7. 
4 5 (lH,t. J = 7.8H2) , 7.6 3 (lH,d,J = 
8.4Hz> , 7.98 (IH.br) . 8.04 (IH.d, 
J=8.2H2) , 8.21 (lH,s) 
[0105] (90m29) 
40 1 - FB- r T A" (Syy^r^n^^h^S^) -l-fc-^ 

^Ji^y^y^y^^^.^ / i yptf;t.1 ~ i h-^ g 
^^rrA.^^n^*ytf^^ ^4-'r^y<o^ 
1 - [3- iS-^ttaii^y^y^/i.T^y) Tatf 
-1 H->f $rr [4.5-c] ^iryyv-4-T 

$V50« (0. 1 39b»I) . 4- (y^x-lP^h 
^£^) e^^^i/^^ . «IMB4 2ag ( 0. 1 3 9mdI ) & 
tXKIb>i;»>A58«g (0.4 17»l) tN,N-S/^ 
f'7Pj*;A^-6.T$F3»l«»rc, 1 0 0T:t:«!iLT7«HB 

50 nr. Sit»T/i^^-^;&7J^^irrh^9^7^— icfrt. 
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^OOiMl.i*->^y-/P ( 100 : 1-^70 : Iv/ 

sy] roeA^] -iH— f s^*/ [4.5-c] *y 

Vy-4-T^y20mg(0.033Bwm\) 
3fe(inp: 152-154X:) LT»^. 

[0106) IR(KBr)ci'>:3330. 320 
0, 2940. 1640. 1530. 1070. 700 
>H-NMR (CDC Is) ^ (pp«) : 1.50 (2H. 
m) . 1.64 (2H.b).1.69 (2H.in) . 1.84 

(2H.1II) . 2.08 (2H.m) . 2.19 (2H, 
m) » 2.20 (2H,t. J = 7.4H2) , 2.30 (2 
H.t.J»7.2liz) . 2.70 (2H.m), 3.36 

(2H.q.J»6.5R2) . 3.4 1 (IH.m) . 4.5 
7 (2H.t. J = 7.0lb) . 5.45(2H,b8). 
5.49 (IH^s) . 5.94 (lH.t.J = 5.8H 
z) , 7.21-7.37 (1 IH.m) . 7.52 (IH, 
t.J»7.7ilz) . 7.83 (lH,d, J»8.4llz) . 
7.90 (IH.s) . 7.92 ( 1 H.d. J = 8.4lb) 

[01071 (llltH30> 

1- O-TSyT-oe/U) -IH— f $rv[4.5 
-c] ^yy>'-4-TS>0.24« ( iMol) tN. 
N-£;^'f-;Us|;/PAr$F3 0«l«dBaiU 6-rD* 
t^TU>Wt0.21s ( l.lMl) AC^l- (3-5^y 

Bao.29« {i.5»i) ^nt. aKttriwwfL 

ti. KJC»(c*l&^i^jtoi.MKxf-/pr2eMttL. ft 
« (NasSO«> ft. «ETmifr««L^. Bikfrx 

-T-4^»feC*Thy^AP-hLTrttU l-[3 

- roe/pj - ih 

— f S^y[4.5-c] ^yil>-4-T$y50ig 

(0.12 omoi ) ^KmtMmt LXtit:. Z^i,^ 

[0 1 08 J I R (KBr) : 33 30. 320 
0. 1 540. 1 540. 1 395 
»H-NMR (DMSO-d6) a (ppa) : 1.36 (2 
H.m) , 1.52 (2H.m). 1.70 (2H,m), 
2.00 (2H.m). 2. 1 0 (2H,t. J = 7.0H 
. 3. 1 1 (2H,m) ,3.60 (2H.t.J = 6. * 

VA^^^^y^yy^U-h (SP-20) 
^'^^^>^tt-f VToe/P( I PM) 
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• 8Rz) . 4.59 (2H.t.J«7.0ib) . 6.56 
(2H,b8) . 7.25 (lH.t.J-7.4b> , 7. 
4 4 ( IH. t. J = 7.4I!2> . 7.62 {lH.d.J = 
7.8Hz) . 7.9 5 (lH.br) , 8.03 (IH.d. 
J»7.4liz) . 8.20 (1H.8) 
[01091 (9Qtn31) 

1- r3~ r [4- (S^^xXil^jCh^c^) -^-tf^ 

r4.5-c1#yiJv-4-y$v^n^ 
1- [3- (6-yo^#iry^/PT5y) rotr 
;u] -IH— f [4,5-c] d^^y>;v-4-r 

^>'4 5ag(0.108Mol) . 4- (i;7xXA^;rfh 
^i^) e^Ui^*>*«im65«8(0.21 5aol)& 
X^KKbl^V^^5 9mg (0.430MO]) f-N.N-i^V 
f*A^/i^AT$H3al4>. 1 OOXTiZttftLTBimM 
raeiKic4etr>l;t^DD2tc;PAr2mttL. 

-i.-->c^y-;K150 : 1—70: Iv/v) »aiB» 
-hLTWRU 1- [3- t [4- (i^7xXiW>h 

A-l -iH— f t4.5-c] #^yy:/"4-r 

$::^28«g (0.04 6 2a»l) »Mte»3tS (mp : 

1 5 1-1 5 5x:) t Lxnti. ^OfcOOftX9a97 

[0110] IR (KBr)c«-i : 3330. 294 
O, 1630. 1540. 1070. 700 
iH-NMR (CDCls) a (ppa) : 1.3 1 (2H. 
m) , 1.48(2H.in). 1.63(2H,m). 1. 
70 (2H.m) . 1.86 (2H.m) . 2.07 (2 
H.m). 2.17 {2H.t.J = 7. 61b) , 2.20 
(2H.m) . 2.27 (2H. t. J«7.6to) . 2.7 
1 (2H.m) . 3.37 ( 2H. q. J »6. 5fo) . 3. 
42 (IH.m) . 4.57 ( 2H. t . J »6.8llz) . 
5.4 5 (2H.b8) . 5.50 (IH.s) . 5.6 2 
(IH.t. J»6.0Hz) . 7.21-7.37 (1 IH. 
m) . 7.5 3 ( IH. t. J=7.7Hz) . 7.8 3 (1 
H.d.J»8.4ib) . 7.90 (IH.s) . 7.93 
(IH.d. J^8.2Hz) 
[0111] {9mm32) 
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0.28 
2.08 
0.48 
7.48 

. — 10.08 

[0112] BOxximLt:vn.\^^y^y^^i.^msomh (sp-20) 2 8C*»»fl:**o.2 8*lBilB 
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M) 0.4 zimttint, ncMiffiK (8ox:) lt 

[01 13] (itlSMl) 

8 8 a 1 5 CB««*»T^«Lfc'r S « F 0 . 5 g 
tiDiJWf»WL>::. Cfttc. MlfcffM (8 QIC) LT 
Jak»fcaft'7*y>'i 9.5s«rla;e.. «tHc*«4»a 

(01141 (il:«!tH2) 

0. 1 2%y>'f'ovv«« (s«Tr>'i!WB) 
{01 15] (iaim33) 
<i)ta»^ 

fW3 00-600s«>lttt. Hart I eyX«A^ 

I 8h 1 i ^ (NunyD-Setaiedebers's Arch. Pharwco 
1..B2.219-223.1986) CJ: OIB»$#Ufe*»t-«t 

^. •«i3 7X:(;:lnaLy::S)^ (Krete bicarbonat 
e«:NaCI 1 1 8. Irfl. CaC 1 1 2.5rtl. K 
HjPO. 1.2«M. KC I 4.6«M. MgSOi 1.0 
iH. NaHCOi 25M.«lueose ll.lM. p 
H : 7 . 6 5 ) Lft 1 0il7^jtxmi4>(aM 

<'>fflB««tr 1 g t L, ^«)«R1»ASMI:ibSH:A h 9 
<NEC Sm-ei.Type 45196A) VJfm 
Ehryr {NEC San-ei.iype 1236) iitLX'O 
(RIIMDENKI B-50) itiiEULn:. 
[0116] 01442 1 ^ incubation LTd'ia t 
S:^ { 1 0-»M) *a*UTWBBBt»fc. Zil^m 

n:. Mifl:^^2 0iHanM8«u watKt&mt^m 

[0117] b;^:?SVZ«|«tt4a*«*fi:, ^5 

c]*>'y>-4-rs» . aitty7x>tH7 5v 

»=»«f (DMSOOV^^jr^saMtrcwaHiMBiO. 
IX) Lfc. 
[0118] (2) 
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iM:**«a« ( I C5ttt) tiaT«« 1 cj^. sot 

fl22. 24. 27. 2 92ltf31«>fl:d4Wi£^7x> 

(01 1-9] 
(HI) 

SI 
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n\:x^i>fm CI Co: 


-r £ K 








mmm2 2 




»M2 4 


4. Ox 1 0-*M 


»M2 7 




»M2 9 


3.4x1 0*^M 


mmmzi 


2.2X1 0-*M 



[0120] (mm34) 



<l)MK6i6 

Wk(149l»^Ba I b/cV>^X (8) i&B:*c^PT 
2D <«) j:9IIXLlj 

(0121] 

0. 99(tM:'^h •;<>.McS«2 OalC-^^b B •^br 
~ (DamtaphagoidesptcnmyaBinas: international B 
iolosicals.lnc.:tot.No.l4679) I stWMl*. 30al 
«*<5^-f XjICv j|c»T. 4 0 0 0~4 5 

00^•T*«5;•^'fXtn: (WMTFT^ts^^X 

i-^XLt:) . *tP-*--fXLn:»«t5 0«l«aBW 
30 C»L. marC3 5 0 0n«T5«m«ffV\ ±iBt 
mnrnXftz^Lt: (»«A) . COlif^«2il»0S 
TCfcfcloT, iSMB, jiac»»fc. (RO 
*) T4^t!t»UA:a«« (EXHmm Seaalos C 
elluloseTubinng) jffitA. B. C i-f-tl«flt«A 

^^9Hm.f:9>/-i^nm^-r h (l>ratein assay licaan 
tBCAICIt:Pia«(E.lnc.)TWeL. ««<0ffii»5 0 
0/iK/nl<»):^V/t^aijSt:**J:9tc. 0.9%Vi1tr 
<0 hy'>i.>*»}gET««L/i. iil«,<03ffl«fea*LT 

1 5mi<nnfvm\:uy^3.-rtzi oni^o^Mtu. 
^=aw»«i:Ln:. c<o«sii«raB»±-r-8otrr 

[0 1 22]e»^At^sie 
*«'>7a*i*tc=j3«^tffo/t. 

50 [0123]SlBi2«IB8»21B«ftC. 0.9X«ft 
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[0124] 9AmmiBLvmmm*^m( 

SI34 ammzmuiestzj: OT^fxtmiLfmff) 

aoitMgTRo. '7-=*>'^^Ln^t«w«»3i«ror 

t^OKiVmit:. mLLHAMitl 09f>t>ttst:4'VU 

inii(4oott)r. iiDM-icaS69«>maittfi^ 
[oi25)iM«(x) - ( (mm^ mjim m 

R) > XI 00 

[ 0 1 2 6 ] •««fl»toC0iai 
Ilitn3 209^(CJ: OfWLi::. 
[012 7)MnMl^:)n6 

(C*tft98c : OocliBive dmsiiv tedmiqw* 
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* (ODT) ) 

2aHarCltffL<:. Si^lC. !nn»«5Jt3«:9<y 
^^UMMillT :r ( Jakam t Jaiman KDICM. IN 

-Mmrnji itsmsmBJ: 9 3 bib»s tit, 

10128] SBKB-^SBB (SBBtt) ->»BSB 

(»3B) 
[0129] (2)ie« 

2x^ s*«Hiw. mimit^^im29aim. o. j 

(0130] 
1*2} 

































164. 0± 3122 


7a37 




2n.S± 5176 


S4.29 


0. 1 29CmraKC^y ^yvtkfl^ 




211. 6± 60.64 


4167 1 



[0131] 



m «[«3] 











Cstd) 




12.e9±160 












Cent) 




S7K42± 71.01 




»M2 20ftM» (2KM> 




217. 40± n.51 


41.46 


»m2 4 0ftMI (2MCt«) 


61.SQ± lLi4 


8138 


»M2 704t4Hi C2Mtt*) 




235. 60± 87.11 


38.56 


»M2 9MtMI (2im«) 


382. 00± 87.7] 


153 


»M31«Mfc#« (2KCCV) I 




15B.76±18L8I 


5189 



101321 {mtm35) 



<tt) xomxLimmnmitJmnmizKtuzmL 

*50 fc. 



(18) 
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(01 33}9mraxm» 

-. 4 3(8). P1099.1994) . Tteiy*>. mBT/l-r 
S V (WA) 1 utt*mitTA^^=.*fAyil' (alia) 4 

utOVA ( 2 OmI ) Lfc. aiBCiitt' 

r 0 1 3 4 ] 02«ttK»IKI&nWg 

ioi35]mBnffi4^»tt 

(CMC) C»BL. S624«flmt2lMm(UEa 
XCMC<OAt.«^Lyt. ^LTaT««Jt9WI (« 
101 36]|0M«(9£) = ( (OVAaSBHifi^K 

(^s<o9u^-^AS6«aaft4MRr<>»oJi») /ova 
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«») ) XI 00 
10137) (2)ttS 

S4K:^jl9. Xltn2 20ftd1W23 2«/k(Oli 

(0 1 38] 
(«4] 

»4 



2S 



tSSSEUl 





mmm 


mam 


0 


16.4 


91.8 


.100.0 


28.6 


41.4 


23.8 


64.4 



(0 1 39] 



(72)WR« mm *^ 
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Title compds. I (x = H. halo; m = 1-9; n = 2-12), which show eosinophil 
infiltration inhibition and antihistaminic activity, are prepd. Eight 
types of intermediates for I are also claimed. An EtOH soln. contg. 0.12 
g l-[3-(acrylamino)propyl)-lH-imida2o[4,5-c3quinoline-4-amine (prepn. 
given), 0.13 g 4- {diphenylmethoxy)piperidine.HCl , and NaHC03 was refluxed 
overnight to give 75rogI(X*H, m=2, n = 3), which in vitro inhibited 
histamine-induced contraction of tracheal muscle of guinea pig with ICSO 
of 3.4 .times. 10-7 M, vs. 1.5 .times. 10-7 M, for diphenhydramine. HCl. 
An ointment contg. I was formulated. 



